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AB Title compds. I [W = CH, CH2, CHCH3 , CCH3 , C(CH3)2, a group C(CH2)2 (i.e., 
a carbon atom carrying two methylene groups so as to form a 
spirocyclopropane ring) or C(CH2)3 (i.e., a carbon atom carrying two 
methylene groups so as to form a spirocyclobutane ring) with provisos; X = 
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CH, N; Y = H, F; their salts and hydrates of the salts of addition with 
mineral acids or the pharmaceutically acceptable organic acids, their 
tautomers, pure enantiomers and the racemic mixts . of enantiomers] were 
prepared as dopaminergic D2 antagonists drugs for treating of schizophrenia. 
For example, II was prepared by reductive alkylation of 3- (Cyclopenten-1- 
yUbenzaldehyde (preparation given) with 2- (2, 2-Dimethyl-2, 3 -dihydrobenzof uran- 
7-yloxy) ethylamine (preparation given) in CH2C12 in the presence of MgS04 at 
60°. Selected I displayed affinity for D2 and 5HT1A receptors, 
with pKi ratios comparable to Nemonapride [pKi (D2) /pKi (5HT1A) = 1.3]. I 
are potent and efficient dopaminergic antagonists without secondary 
effects such as catalepsy in animals. I are useful for treating 
schizophrenic psychoses. 
IT 680203-70-7P, [2- (2, 2 -Dimethyl -2 , 3 -dihydrobenzof uran-7- 

yloxy) ethyl] [3 - (cyclopenten-l-yl) benzyl] amine 680203-72-9P 
680203-73-0P, [2- (Benzofuran- 7-yloxy) ethyl] [3- (cyclopenten-l- 
yl ) benzyl] amine 680203-75-2P 680203-77-4P, 

[2- (2-Methylbenzof uran-7-yloxy) ethyl] [3 - (cyclopenten-l-yl) benzyl] amine 
680203-81-OP 680203-84-3P, [2- (2 , 3 -Dihydrobenzof uran-7- 
yloxy)ethyl] [3 - (cyclopenten-l-yl ) benzyl] amine 680203-89-8P 
680203-90-1P 680203-92-3P 680203-93-4P 
680203-94-5P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(dopamine D2 antagonist; preparation of 3 - (cyclopenten- 1-yl ) benzyl - or 
3 - (cyclopenten-l-yl ) heteroarylmethylamines as dopaminergic D2 
antagonists for treating schizophrenia) 
RN 680203-70-7 CAPLUS 

CN Benzenemethanamine, 3- ( 1 -cyclopenten- 1-yl ) -N- [2- [ (2, 3-dihydro-2, 2 -dimethyl - 
7-benzofuranyl)oxy] ethyl] - (9CI) (CA INDEX NAME) 




RN 680203-72-9 CAPLUS 

CN Benzenemethanamine, 3- ( 1-cyclopenten-l-yl ) -N- [2- [ (2, 3-dihydro-2, 2-dimethyl- 
7-benzofuranyl ) oxy] ethyl] -, (2E) -2 -butenedioate (1:1) (9CI) (CA INDEX 
NAME) 

CM 1 



CRN 680203-70-7 
CMF C24 H29 N 02 
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CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 



„o 2 c^^ C02H 



RN 680203-73-0 CAPLUS 

CN Benzenemethanamine, N- [2- (7-benzof uranyloxy) ethyl] -3- (1-cyclopenten-l-yl) - 
(9CI) (CA INDEX NAME) 




RN 680203-75-2 CAPLUS 

CN Benzenemethanamine, N- [2- (7-benzof uranyloxy) ethyl] -3- (1-cyclopenten-l-yl) - 
, (2E) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 
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CM 1 

CRN 680203-73-0 
CMF C22 H23 N 02 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 
E .C0 2 H 

H0 2 C 

RN 680203-77-4 CAPLUS 

CN Benzenemethanamine, 3- ( 1-cyclopenten-l-yl ) -N- [2- [ (2 -methyl -7- 
benzofuranyDoxy] ethyl] - (9CI) (CA INDEX NAME) 
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RN 680203-81-0 CAPLUS 

CN Benzenemethanamine, 3- (1-cyclopenten-l-yl) -N- [2- [ (2-methyl -7- 

benzofuranyl ) oxy] ethyl] -, (2E) -2 -butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 



CRN 680203-77-4 
CMF C23 H25 N 02 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry as shown. 



RN 680203-84-3 CAPLUS 

CN Benzenemethanamine, 3- ( 1-cyclopenten- 1-yl ) -N- [2- [ (2, 3-dihydro-7- 
benzofuranyl ) oxy] ethyl] - (9CI) (CA INDEX NAME) 
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CH 2 



NH 



CH2 



CH 2 



0 




RN 680203-89-8 CAPLUS 

CN Benzenemethanamine, 3- ( 1-cyclopenten-l-yl) -N- [2- [ (2, 3 -dihydro-7- 

benzofuranylloxy] ethyl] (2E) -2 -butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 680203-84-3 
CMF C22 H25 N 02 




CH 2 



NH 



CH 2 



CH 2 



0 




CM 



2 



CRN 
CMF 



110-17-8 
C4 H4 04 



Double bond geometry as shown. 



E .C0 2 H 

H0 2 C 



10/531, 587 



RN 680203-90-1 CAPLUS 

CN Benzenemethanamine, 3- ( 1-cyclopenten- 1 -yl ) -N- [2- (spiro [benzof uran-2 (3H) , l 1 - 
cyclopropan] -7-yloxy) ethyl] - (9CI) (CA INDEX NAME) 




RN 680203-92-3 CAPLUS 

CN Benzenemethanamine, 3- (1-cyclopenten-l-yl) -N- [2- (spiro [benzof uran-2 (3H) , 1 ' - 
cyclopropan] -7-yloxy) ethyl] -, (2Z) -2 -butenedioate (1:1) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 680203-90-1 
CMF C24 H27 N 02 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 
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Double bond geometry as shown. 




RN 680203-93-4 CAPLUS 

CN Benzenemethanamine, N- [2- [ (2, 3-dihydro-2 / 2 -dimethyl -7- 

benzofuranyl) oxy] ethyl] -3- (2-f luoro-l-cyclopenten-l-yl ) - (9CI) (CA INDEX 
NAME) 



F 




RN 680203-94-5 CAPLUS 

CN Benzenemethanamine, N- [2- [ (2, 3-dihydro-2 / 2-dimethyl -7- 

benzofuranyl) oxy] ethyl] -3- (2-f luoro-l-cyclopenten-l-yl) - , 
(2E) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 



CRN 680203-93-4 
CMF C24 H28 F N 02 
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F 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 
/\ E .C0 2 H 

H02C 
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